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Figure 1 : Known Steps in the Rev/RRE Pathway 
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Figure 2 screening of approximately 4000 compounds out of 40,000 total 
screened (9 other similar graphs not shown). Compounds that gave an 
inhibition of HIV particle formation below 50% were chosen for further study 
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Figure 3: Six point dose response assay in 5BD.1 cells and toxicity assay in MT4 cells. 
This is the type of data used to calculate the IC50 and TC50 of each compound. 
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Figure 4 




Code Name: 89246 

Specs Name: AG-690/40701421 

Chemical Name: 7-methoxy-lH-pyrazolo[3,4-b]quinolin-3-ylaniine, 



4B 




Code Name: 91161 

Specs Name: AP-501/40888738 

Chemical Name: 2-chloro-N-(4-methylphenyl)-4- 

(trifluoromethy 1)- 1 ,3 -thazole-5 -carboxamide, 
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4C 




Code Name: 103833 

Specs Name: AE-848/34435011 

Chemical Name: 3-amino-5-ethyl-4,6-dimethylthieno[2,3-b]pyridine-2- 
carboxatnide. 




Code Name: 104366 

Specs Name: AG-687/25019010 

Chemical Name: 4-ainino-6-methoxy-2-(trifluoromethyl)-3 -quinolinecarbonitrile. 
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4E 



Br 




Code Name: 107129 

Specs Name: AC-907/25005415 

Chemical Name: -(4-bromophenyl)-2-(methylsulfonyl)pyrimidine 




Code Name: 107740 

Specs Name: AF-399/40653810 

Chemical Name: 3,6-dichloro-N-(3-methoxyphenyl)-4-pyridazinecarboxamide, 



wo 2005/076861 



7/18 



PCT/US2005/003165 



and 




Code Name: 75168 

Specs Name: AE-848/34435026 

Chemical Name: 3-amino-4-ethyl-6-methyl-N-5--phenyltMeno[23-b]pyridirie- 
dicarboxamide. 



4H 




Code Name: 109020 

Specs Name: AP-906/4 164 1102 

Chemical Name: N-(3-chloro-4-fluorophenyl)-N-(4-quinazoiinyl)ainine 
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INHIBITION OF HIV-1 REV BY LEPTOMYCIN B 
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INNIBITION OF HIV-i REV BY COMPOUND 89246 



140 



5B 



o 
I 

o 

Ll. 

O 



o 

EC 
lU 

a. 




1.7 

CONCENTRATION (|IM) 



RayAcltyrty 



•Toaacily 



5C 



o 

o 
o 

LL 

o 

tu 

o 

DC 
UJ 

a. 



INHIBITION OF HIV-1 REV BY COMPOUND 104366 
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Figure 5 
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INHIBITION OF HIV-1 BR 93 021 REPLICATION IN PBMC BY AZT 
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INHIBITION OF HIV-1 BR 93 021 REPLICATION IN PBMC BY 104366 




INHIBITION OF HIV-1 BR 93 021 REPLICATION IN PBMC BY 89246 




Figure 6 
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INHIBITION OF HIV-1 NL4-3 REPLICATION IN PBMC BY 104366 
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INHIBITION OF HlV-1 NL4.3 REPLICATION IN PBMC BY 89246 
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Figure 7 
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89246 vsUmrNFoi 
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Figure 8 
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